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(57) Abstract 

Compounds represented by general formula (I) wherein m is 0 or 1 ; n is an integer of from 1 to 3; R 1 and R 2 are the same or different 
and each represents hydrogen, halogeno, amino, etc.; R 3 and R 4 are the same or different and each represents hydrogen, halogeno, nitro, etc.; 
and X and Y are the same or different and each represents oxygen or sulfur. These compounds specifically inhibit, for example, binding of a 
chemokine to a chcmokine receptor such as CCR3 to thereby regulate the selective migration and activation of leukocytes. Owing to this 
effect, these compounds are useftjl in treating, for example, acute and chronic inflammatory diseases such as sepsis, pneumonia, arthritis and 
allergic diseases, cancer, ischemic rcflow failure, arteriosclerosis, rejection reaction in association with organ transplantation, human 
immunologic deficiency syndrome, etc., in particular, acute and chronic inflammatory diseases and human immunologic deficiency 
syndrome. 
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nger/0. 1 7^ 7 5. >/ 0. 1 % ^;H3-X ( p H 7 . 4)^ 

3 icm-sis^iafntttt. ^^^^sw^BJ^^^cfc^ c i25 i] eo 

taxi nffi&CDS 0 ( I C 50 tt) T^Lfco -t<D*S*, |&&S0iJ 

25 1 4 (TMb-n^tf) I C 50 te2. 3nMT^ofc. 

(2) CCR37>^i-^hffii4 

^mmiz^-r^mmit^ox^m^A^^xm^rco &mmz4uM f 

u r a 2 7th + ^f;HXfJl/ (n3Cfc*fW%ffi§3) £*Q;L. 3 7tl:T3 
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0^f B H>*a^-ht^. un&3 4 0nmi3 8 0 nmTi^b, 5 0 On 
m©MSiSL, 3 4 0/3 8 OitSr^EX^-LT, :tliD»jky'? 
A^S^^aiL'^o 7^XhliCCR3#iW^-f>Eo t ax i n (1 
OnM) 7>^J"Xhgffii7^-X h«5MH$fTO$S^ 

5 2:&^<£:£f^t£^^ 

(I C 50 M) iLT^feo ^-W^m. 4(D{t&m(D\ C 50 «6 8 

— ^s; en tsisn^ft^iii, mnx.mmnmz&j*-?z>zL 

«7-feU>, **^Bfe7;i/5>®r7^*S/tfA, 4HtK0^*JU">^A, ^x> 

: <WO 0053600A1 J_> 
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10 tel. 0~6 0 HXfl)*J^f ^ i^-Ct 5. ^n^^JH £fc, 

ios^^, —mzmo^om^ j$Aia&tcK). o. oi~2omg/ 

k g&l~~%nmzfttfT. ^fc^lP^©i^«. 0. 0 0 2~10mg/k 

20 

25 N — [ (1 -sQitfr- 3-fcf^'Ji^P) - (2-^>V^T-/U^ 

3 -TS / *3\>U- 1 -^>^JUtf^U^>l 2mg, (2-^>V^TV'J 
)Vtt) gf&2 0mg. l-x^;U-3- ( 3 - v *?-)V7 5 / Zfu 
if^J-i S F • <£TF. EDC I • HC 1 L^o) 2 5mgR^l -t Kn 

<WO 0053600A1 I > 
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4- >X MJ 7 V/— 2 7 m g & * n o *;PA btfiT 1 2 R#P B m# L 

P7 h^^y ^— (Kieselgel™60F 2 54> Art5744 
5 &§S) , ^□O*Jl/A/^^/-;i/=2 0/l) iZlT»$aL, &m<t'£%l2 lm 

1 H — NMR (CDC 1 3 , 6 p pm) :0. 82-1. 0 0 ( 1 H, m) , 1. 
32-1. 90 (6H, m), 2. 50-2. 70 (2H, m) , 3. 09-3. 
22 (2H, m) , 3. 25 (1H, d, J = 13. 3Hz) , 3. 34 (1H, 
10 d, J = 13. 3Hz) , 3. 94 (2H, s) , 7. 12-7. 37 (6H, 
m) , 7. 44 (1H, t, J = 7. 9Hz), 7. 41-7. 55 ( 1 H, m) , 
7. 77 (1H, d, J = 7. 9Hz) , 7. 84 (1H, d, J = 7. 9Hz) 
FAB-MS (m/e, (C 22 H 25 ON 3 S 2 + H) + £bT) : 412 

15 ggffliftl 2 

n- [ ( (3R) - i -^>V)v-z -bf^u^;i/) - (2-^>y^ 

(3 R) - 3-7$;/^- 1 - ^>^^"J^>SfflUT^I« 1 till 

20 'H-NMR (CDC 1 3 , 5 p pm) :0. 82-1. 0 2 (1H, m) , 1. 
20-2. 05 (6H, m) , 2. 55-2. 75 (2H. m), 3. 19 (2 
H, t, J = 6. 2Hz) , 3. 26 (1H, d, J = l 3. 2Hz), 3. 3 
4 (1H, d, J = l 3. 2Hz), 3. 94 (2H, s), 7. 10-7. 6 
0 (8H, m) , 7. 77 ( 1 H, d, J = 7. 9Hz) , 7. 85 ( 1 H, d, 

25 J = 7 . 9 H z ) 

FAB-MS (m/e, (C 2 2 H 2 5 ON , S 2 + H) + <h LT) : 412 

UiS£#iJ3 

n — [ ( i -^>y;u- 3 -tf^'j>w - (2 -^>v^^-»yu;p 
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'H-NMR (CDC 1 3 , 5ppm) :0. 80-1. 08 ( 1 H, m) , 1 . 
5 20-2. 05 ( 6 H, m) , 2. 55-2. 80 (2H, m) , 3. 10-3. 
30 (2H, m) , 3. 31 (1H, d, J = 13. 2Hz), 3. 39 (1H, 
d. J = 13. 2Hz) , 3. 86 (2H, s) , 7. 10-7. 64 (10H, 
m) 

FAB-MS (ra/e, (C 22 H 25 0 2 N 3 S+H) + tLT) : 396 

10 

N- [ ( 1 -^>z/)V- 3-hf^U^^) - (6-Ih^y-2-^> 

15 ^T^S^4*»Sr^J«bfe. 

'H-NMR (CDC 1 3 , <5 p pm) :0. 81-1. 01 ( 1 H, m) , 1 . 
2 0- 2. 0 0 (6H, m) , 1. 43 (3H, t, J=7. 0Hz) , 2. 5 
4-2. 72 (2H, m) , 3. 18 (2H, t, J = 5. 9Hz) , 3. 26 
(1H, d, J = 13. 2Hz) , 3. 34 ( 1 H, d, J = 13. 2Hz) , 
20 3. 90 (2H, s) , 4. 03 (2H, q, 3 = 7. 0Hz), 6. 97-7. 
06 (1H, m) , 7. 15-7. 3 4 (6H, m) , 7. 42-7. 60 (1 
H, m) , 7. 71 (1H, d, J = 8. 9Hz) 

FAB-MS (m/e, (C 24 H 29 0 2 N 3 S 2 + H) + <hCT) : 456 

25 5 

N- ( 1 -^>V)V-4 -fcf^U 2M - (2-^>'/f7'/'JJ^) 
4-75/-1 -^>v*Jl/kXiJ y>Sl^t^JIW 1 
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1 H — NMR (CDC 1 3 , fippm) : 1. 3 7- 1. 54 (2H, m) , 1. 
70-2. 2 5 (4H, m) , 2. 45-2. 7 4 (2H, m) , 3. 36 (2 
H, s), 3. 69-3. 89 (1H, m) , 3. 92 (2H, s), 7. 11- 
7. 32 (5H, m) , 7. 35 (1H, t, J = 8. 2Hz), 7. 47 (1 
5 H, t, J = 8. 2Hz) , 7. 40-7. 60 (1H, m) , 7. 78 (1H, 
d. J = 8. 2 Hz) ) , 7. 84 (1H, d, J =8. 2Hz) 

FAB-MS (m/e, (C 2 , H 2 3 ON 3 S 2 + H) + £ LT) : 398 

10 N- [1- (4-->7;^<>y^) -4-h°^Uv;U] - (2-^>'/f7'/U 

4-rsy-i- (4->7;^>yjw tf^u^^^fflvixnjg^ji tmu 

X H— NMR (CDC 1 3 , dppm) : 1. 3 7- 1. 5 3 (2H, m) , 1. 

15 79-1. 95 (2H, m) , 2. 08-2. 23 (2H, m) , 2. 45-2. 
65 (2H, m) , 3. 39 (2H, s), 3. 70-3. 90 ( 1 H, m) , 
3. 93 (2H, s) , 7. 30-7. 65 ( 3 H, m) , 7. 35 (2H, d, 
J = 8. 2Hz) , 7. 56 (2H, d, J = 8. 2Hz) , 7. 80 ( 1 H, 
d, J = 8. 6Hz) ) , 7. 86 ( 1 H, d, J = 8. 6Hz) 

20 FAB-MS (m/e, (C 22 H 22 ON 4 S 2 + H) + tbT) :42 3 

N- [1- (3. 4-y^DQ^>yl) -4-fcf^U>W - (2-^>^ 

25 4 -75; - 1 - (3, 4->?^nD^>>?JU) tf^U ^>£ffl^T»#J 1 

1 H — NMR (CDClj, fippm) : 1. 3 3- 1. 5 5 (2H, m) , 1. 
80-1. 9 3 (2H, m) , 2. 05-2. 2 0 (2H, m) , 2. 42-2. 
65 (2H, m) , 3. 27 (2H, s), 3. 70-3. 88 (1 H, m) , 
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3. 93 (2H, s), 7. 0 7 (1H, dd, J = l. 9, 8. 2 Hz) . 7. 
29-7. 42 (3H,m), 7. 48 (1H. t, J = 7. 8Hz), 7. 5 
2 (1H, d, J = 7. 5Hz), 7. 79 (1H, d, J = 7. 8Hz), 7. 
85 (1H, d, J = 7. 8Hz) 
5 FAB-MS (ra/e, (C 21 H 21 ON 3 S 2 C 1 2 + H) + tLT) : 466 

mmms 

N- [1- (3, 4-y^on^>y^) -4-bf^U5*JP3 - 

2^W/g^VJJjkf±j 7-feh7$KO^ 
10 (6-X^^y-2-^>yf7 < y i JMt) ttKSrfflVsT^Jfi0y7 tlRl«© 

1 H — NMR (CDC 1 3 , dpprn) : 1. 35-1. 55 ( 2 H, m) , 1 . 
46 (3H, t, J = 7. 0Hz), 1. 80-1. 95 (2H, m) , 2. 0 
5-2. 25 (2H, m) , 2. 40-2. 70 (2H, m) , 3. 28 (2H, 
15 s) , 3. 7 2- 3. 9 5 ( 1 H, m) , 3. 89 (2H, s) , 4. 09 (2 
H, q, J = 7. 0Hz) , 6. 96-7. 12 (2H, m) . 7. 20-7. 
45 (3H, m) , 7. 55 ( 1 H, d, J = 8. 0Hz) , 7. 73 ( 1 H. 
d, J = 8. 9H z) 

FAB-MS (ra/e, ( C 2 3 H 2 s O 2 N 3 S 2 C 1 2 + H) + 1 LT) : 510 

20 

n»y 9 

N- [1- (3, A-V^UU^yV)V) -4-bT^UvW - (2-^>V^- 
7'/U;^y) 7-teh7$F<P-&& 

25 ^a^J&Lfc. 

1 H — NMR (CDC 1 3 , fippm) : 1. 4 0- 1. 6 4 (2H, m) , 1. 
86-2. 05 (2H,m), 2. 05-2. 22 (2H, m), 2. 62-2. 
85 (2H, m) , 3. 41 (2H, s), 3. 82-4. 00 ( 1 H, m) , 
5. 02 (2H, s) , 6. 25 (1H, d , J = 8. 2Hz) , 7. 12 (1 
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H, dd, J = 2. 0, 8. 2Hz) , 7. 2 2 - 7. 5 0 (4H, m) , 7. 
64-7. 80 (2H, m) 
FAB-MS (m/e, (C 2 , H 2 , 0 2 N 3 S C 1 2 + H) + <h LT) : 450 

5 mmm 1 o 



n — [ (i -^>>w-3 -bf^UxJi/) ^2k3 - (6-7$y-2-^>y 

- (6-75y-7-^Dn-2-^>Vf7y i JJ^) 7th75H 
10 #^JlT^fi)cUdb^8mg» 5mg, l&1&&BStO. 3ml, tK 1 . 

omK ^^y-;n. Omi^u 2B#r^jp^ji»StL/c. sjMic&fti* 

i e s e 1 g e 1 ™6 0F 2 54> Art5744 (*)V>7#M) , ^OD^A 
15 /^^y-Jl/=2 0/l) lITiiU Sifk^0 6-75y#2. lmg£ 
fctfeHflchUT* Wk»6-757-7-^nn^4. Omg^l 

N— [ (l-^>y;i/-3-^U->';W - (6-7Sy-2-^>7 

20 1 H — NMR (CDC 1 3 » <5 P pm) : 0. 8 0- 1. 0 0 (1H, m) , 1. 
20-1. 90 (6H, m) . 2. 56-2. 75 (2H, m) , 3. 17 (2 
H, t, J = 6. OHz) , 3. 28 ( 1 H, d, J = 13. 2Hz) . 3. 3 
7 (1H, d, J = 13. 2Hz), 3. 79 (2H, br. s) , 3. 88 (2 
H, s) , 6. 76 (1H, dd, J =2. 3, 8. 7Hz) , 7. 00 ( 1 H, 
25 d, J = 2. 3Hz), 7. 16-7. 34 (5H, m), 7. 49-7. 65 
(1H, m) , 7. 62 (1H, d, J = 8. 7Hz) 
FAB -MS (m/e, (C 22 H 26 ON 4 S 2 + H) + <hL-T) : 427 

N- [ (1 -^>>Ul/-3 - tf^UvW - (6 -75 y — 7 — ^7 D □ — 
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2-^> v /f77'J^t) 7th75H 

'H-NMR (CDC 1 3 , dppm) : 0. 75-1. 0 1 (1H, m) , 1. 
15-2. 12 ( 6 H, m) , 2. 60-2. 80 ( 2 H, m) , 3. 18 (2 
H, t, J = 6. 5Hz) , 3. 31 (1H, d, J = 13. 2Hz) , 3. 4 
5 0 (1H, d, J = 13. 2Hz) , 3. 88 (2H, s) , 4. 13 (2H, 
br. s) , 6. 85 (1H, d, J = 8. 6Hz), 7. 10-7. 4 8 (6 
H, m) , 7. 5 4 (1H, d, J = 8. 6Hz) 

FAB-MS (m/e, (C 22 H 25 ON 4 S 2 C 1 +H) + tLT) :461 

10 mmm 1 1 

N- [ (1- (3, 4-^DD^>^) *5MU3 - (2- 
^>7f77'J^) 7th75 RCD^fiS 

###J 2 -?£r L t^i^m 1 0mgR.£JC3, 4-y^ao^>X7ilfh H 2 

0. 9mg^DQ^3'>lmll:liSU 7R*flS h U 7"fe V* s sttX± V 

15 u^ai omg&«2 0 u 1 £2ra*.> siiTi 2nmm.w\^tc.o Kf&mz 1 
u/co ^i^iESSin^ nfc»as*»«[ffl»Ji ^n^h^^- 

(K i e s e 1 g e 1 ™6 0 F 2S4 , A r t 5 7 4 4 (*;W7*ha« , ^D* 
;UA/*^/— ;U=2 0/1) lCT«f«U Omg^fiW 

20 «JtLT^fc. 

1 H — NMR (CDC 1 3 , Sppm) : 0. 78-1. 09 (1H, m). 1. 
18-2. 48 (6H, m) , 2. 49-2. 78 (2H, m) , 3. 06-3. 
30 <4H, m) , 3. 94 (2H, s) , 7. 04 (1H, dd, J=2. 0, 
8. 2Hz), 7. 24-7. 4 0 (3H, m) , 7. 44 (1H, t, J = 8. 
25 1Hz) 7. 45-7. 60 (1 H, m) . 7. 77 (1H, d, J = 8. 1H 
z) , 7. 8 4 (1H, d, J =8. 1Hz) 
FAB-MS (m/e, (C 22 H 23 ON 3 S , C 1 2 + H) + t LT) :480 

1 2 
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N- [1- 3 -— hP^>> ? ;P) - 4 - fcf^ U S?JW] - (2 

###9 2T^Lfe{b^©f^*>0tC##«»J3T^fiJcL/^fc;^S, 3, 4- 

5 ^ffl^T^WU 1 1 ^|^^<D^feT^^#l^^bfco 

1 H — NMR (CDC 1 3 , <5ppm) : 1. 3 4- 1. 5 8 (2H, m) , 1. 
58-2. 00 (2H, m) , 2. 0 6 -2. 30 (2H, m) , 2. 36-2. 
7 1 (2H, m) . 3. 34 (2H, s), 3. 69-3. 90 (1H, m) , 
3. 93 (2H, s), 7. 32-7. 54 (4H, m) , 7. 55 (1H, d, 
10 J = 7. 8Hz) , 7. 75 ( 1 H, s) , 7. 79 (1H, d, J = 8. 1H 
z) , 7. 8 5 (1H, d, J =8. 1Hz) 

FAB-MS (ra/e, (C 2 1 H 2 , 0 3 N 4 S 2 C 1 + H) + 1 LT) : 477 

HKS^J 1 3 

15 N- [1- (3-7Sy-4-^Da^>yJ|/) - 4 - fcf^U v?;K) - (2-^ 
>^7'/'J^t) 7th7$FO^ 
mmmi 2T^UdM2 8mg0^^/-jl,4ml »«?»C^{b«B ( I ) 

20 ^y^A«bL il5iJES4WHnfciI$MfflIi^07 

^-<— (K i e s e 1 g e 1 ™6 0F 2 5 4 > A r t 5 7 44 {*)V2#M) . 2 
□ D^A/^^y-;i,= 10/l) tCTSMKU ^M<b-&^I5. OmgJtfe 

1 H — NMR (CDC 1 3 , <5ppm) : 1. 3 4- 1. 5 4 (2H, m) , 1. 
25 70-1. 98 (2H, m) , 2. 0 5- 2. 20 ( 2 H, m) , 2. 42-2. 
75 (2H, m) , 3. 25 (2H, s) , 3. 71-3. 88 ( 1 H, m) , 
3. 92 (2H, s), 3. 93-4. 12 ( 2 H, m) , 6. 55 (1H, d, 
J=8. 0Hz) , 6. 68 (1H, s) , 7. 11 ( 1 H, d, J = 8. OH 
z) , 7. 36 (1H, t, J = 8. 0Hz) , 7. 47 ( 1 H, t, J = 8. 
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0Hz) , 7. 53 (1H, d, J = 8. 3Hz) , 7. 78 (1H, d, J = 
8. 0Hz) , 7. 84 (1H, d, J = 8. 0Hz) 
FAB-MS (m/e, (C 2 1 H 2 3 ON 4 S , C 1+H) + t LT) :447 

5 mMm i 4 

N- [1- (3, 4-v ? ^DP^>> ? ;W) - (6-75/- 

#^J4Tr^Lfc^tH0 7mg, ft35mg, tlbT^^AS 6ra 
g, 7X2. 0mK*^/-;U2. 0 m 1 TklST H F 2 . Oml^U 3P# 

io mm&ffi.viz.ELi&mz 3 mfefcmti- h u ^ a^jpx.t^ □ n*;uA&ttj l, 

^MS^^Ifflll^ Q7 - (K ieselgel™6 0 F 254 . 

Art 5 7 44 (*)l?#M) . ^OD*M//^;-^=3 0/1) ICTffi 

SSb, 7 8mg ^tfiifti lT#fc. 

15 1 H — NMR (CDC 1 3 , d p pm) : 1. 3 5- 1. 5 5 ( 2 H, m) , 1. 

74-1. 92 ( 2 H, m) , 2. 00-2. 20 ( 2 H. m) , 2. 36-2. 

65 (2H, m) , 3. 27 ( 2 H, s) , 3. 65-3. 90 ( 1 H, m) , 

3. 85 (2H, s) , 6. 80 (1H, d d , J = 2. 3, 8. 7Hz) , 7. 

02 (1H, d, J = 2. 3Hz) , 7. 00-7. 12 ( 1 H, m) , 7 . 2 
20 0-7. 40 (2H, m) , 7. 50-7. 70 (2H, m) 

FAB-MS (m/e, (C 21 H 22 ON 4 S 2 C 1 2 + H) + ilt) :48 1 

mmm 1 5 

N — [1- (3, 4--J^UU^y'J)V) -4-bf^U-^] - (6-7tK7 
25 Sh'-2-^>'/f7 > yum) 7-feh7$ K<P-&fife 

H»J 1 4-C£-J5£L£ffc^*l&9. 6mg0^DD*Mlm 1 JgJBEtC h UXf 
;U7 5 > l 0 u l R^7Kftl64 /x l fcira^iaT l 2^R38H^L/fe. EJftifcK: 
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(K i e s e 1 g e 1 ™6 0 F 2 6 4 > A r t 5 7 4 4 (^)l^^±M) . i/nn* 

w^^y-ji/=i9/i) kitsmsu mm<t&®7. omg&m&mfot 

1 H — NMR (CDC 1 3 , <5ppm) : 1. 32-1. 50 (2H, m) , 1. 
5 76-1. 91 (2H, m) , 2. 01-2. 18 (2H, m), 2. 22 (3 
H, s) , 2. 4 2 - 2. 6 5 (2H, m) , 3. 28 (2H, s) , 3. 6 8-.. 
3. 88 (1H, m) , 3. 90 (2H, s) , 7. 07 (1H, d, J = 8. 
0Hz) , 7. 19-7. 50 (5H, m) , 7. 75 (1H, d, J = 8. 6 
Hz), 8. 36 (1H, s) 
10 FAB-MS (m/e, (C 23 H 24 0 2 N 4 S 2 C 1 2 +H) + tlt) : 523 

mmm 1 6 

N — [1- (3, 4->^DD^>y^) -4-tf^Uf/;V3 - (6-^>X7 
a h , -2-^>V^77'J^ft) 7t IjCDjtM 
15 mmmi 4-V-£tI&LKLit&W9. emg^PD^Alml^CFUlf 
^7 5> 1 0 u 1 RtXi&fc'O V'-f ;U 5 m 1 &JD^.MT? 1 2 l$lHI«#L}fc. 
iK<&j«JEE©*U^6nfeJSiiES^Slffl»«^n'Th^77W- (Ki e s e 1 g 
e 1 ™6 0F 254< A r t 5 7 4 4 itfyZOM) , ^nP^M/^^;-^ 
= 19/1) CT^iL^ ^S^b-&#»7. 2mg«ffelftiLT#f;. 
20 'H-NMR (CDC 1 3 , 5ppm) : 1. 33-1. 51 (2H, m), 1. 
76-1. 91 ( 2 H, m) , 2. 03-2. 20 ( 2 H, m) , 2. 41-2. 
65 ( 2 H, m) , 3. 29 (2H, s), 3. 70-3. 88 ( 1 H, m) , 
3. 91 (2H, s) , 7. 08 (1H, d, J = 8. 2Hz), 7. 28-7. 
36 (2H, m) , 7. 3 8 - 7. 6 2 (5H. m) , 7. 81 ( 1 H, d, J 
25 =8. 7Hz), 7. 85-7. 95 (2H, m) , 8. 04 ( 1 H, s) , 8. 
52 (1H, d, J = 2. 0Hz) 
FAB-MS (m/e, (C 28 H 26 0,N 4 S 2 C 1 2 + H) + ttt) : 585 

H»!l 1 7 
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N- [1- (3, - 4 - bf^U - 

Xfil. (6-Xb + y*M^-2-^>yf7y i J;W) It^<Z)-&J& 
5T^LfcM 1 5 Omg0^no^A2m 1 m%£lz h <J y )V3r 

5 «imi ^max^ux i 2 B#r B im^(-fco ^^mje@*l.^h^-&^i i 2 

3mgWc. 

X@2. N- [1- (3, 4-y?DO^>yJW - 4 - fcWJ $>;H - (6- 

xs i mt'&w&m^x^Mm 7 hmm<D*&T*mm<t'ei ! &!i*&j&i'fro 

10 'H-NMR (CDC 1 3 , fippm) : 1. 3 2- 1. 5 2 (2H, m) , 1. 
43 (3H, t, J = 7. 1Hz) , 1. 8 0- 1. 9 2 (2H, m) , 2 . 0 
0-2. 20 (2H, m) , 2. 4 5- 2. 6 8 (2H, m) , 3. 29 (2H. 
s) , 3. 7 0-3. 9 0 (1H, m) , 3. 96 (2H, s) , 4. 43 (2 
H, q, J = 7. 1Hz) , 7. 00-7. 10 (1H, m) , 7. 20-7. 

15 40 (3H, m), 7. 87 ( 1 H, d, J = 8. 6Hz), 8. 16 (1H, 
dd, J = l. 6, 8. 6Hz) , 8. 52 ( 1 H, d, J = l. 6Hz) 
FAB-MS (m/e, (C 24 H 2 5 O , N 3 S 2 C 1 2 +H) + £ bT) : 538 

nmm 1 8 

20 N- [1- (3, 4 -i/t7Uns<>i?)l) - 4-\L^)z?)l] - (6-fx^J|/ 
111. N- [1- (3, 4-y^OO^>yJW - - (6- 

1 7TMlfdb^2 0 0mg(D^^y-;U2m 1 -THF2mlI 

25 m\z i m^miti- y- u ^ A7K*m o . 5 m 1 3 mm%t&^fc. 1 

«3£tKSJT pH$5-6 mm.L'tz.lk. H^X3MI/fc&tt}U ^n^7K{CT^ 

^7K5ttm^y^->^AT^^U7cc mm^mmm^L^mit^ 1 4 omg 

XI 2. N — [1- (3, 4-> ? ^DO^>^;U) - (6- 
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5 1 H— NMR (CDC 1 3 , dp pm) : 1. 3 1-1. 5 0 (2H, m) , 1. 
80-1. 92 ( 2 H, m) , 2. 03-2. 19 ( 2 H, m) , 2. 50-2. 
69 (2H, m) , 2. 95-3. 2 0 (6H, m) , 3. 33 (2H, s), 
3. 71-3. 85 (1H, m) , 3. 94 (2H, s) , 7. 03-7. 12 
(1H, m) , 7. 29-7. 40 (3H, m) , 7. 49-7. 54 (1H, 
10 m) , 7. 8 0 - 7. 9 0 (2H, m) 

FAB-MS (m/e, (C 24 H 2 e O 2 N 4 S 2 C 1 2 + H) + <h LT) : 537 

^Ifi 1 9 

N- [1- (3, 4-y^DD^>^) - (6-^>3?JW 

^ >^;i/T 5 > ^xmrnm 1 8 ©ii 2 1 iwi^o^-c^^b-&^s:-&^ 

'H-NMR (CDCI3, <5ppm) : 1. 3 1-1. 49 (2H, m), 1. 
78-1. 91 ( 2 H, m) . 2. 02-2. 18 ( 2 H, m) , 2. 48-2. 
20 65 ( 2 H, m) , 3. 30 (2H, s), 3. 69-3. 86 (1H, m) , 
3. 94 (2H, s) , 4. 68 (2H, d, J = 5. 6Hz) , 6. 48 (1 
H, t, J = 5. 6Hz), 7. 06 ( 1 H, d, J = 8. 2Hz), 7. 20- 
7. 42 (8H, m) , 7. 7 8- 7. 8 8 (2H, m) , 8. 31 (1H, s) 
FAB-MS (m/e, (C 29 H 28 0 2 N 4 S 2 C 1 2 + H) + t IT) : 599 

25 

mmm 2 0 

N — [1- (3, 4--J^UU^yjy)V) -4-fcf^'»*;u] - [6- (2-fcf 
2 - T5/^5 L ;Utf'J> ? > ; £ffl^T*»Jl 8©Ig2i:^O^ST^ji{b 
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1 H — NMR (CDC 1 3 , 5ppm) : 1. 34-1. 50 (2H, m) , 1. 
75-1. 91 (2H, m) , 2. 02-2. 19 (2H. m) , 2. 45-2. 
68 (2H, m) , 3. 29 (2H, s), 3. 68-3. 87 ( 1 H, m) , 
5 3. 9 5 (2H, s) , 4. 79 (2H, d . J=4. 3Hz) , 7. 06 (1 
H, d, J = 8. 2Hz) , 7. 19-7. 38 (5H, m) , 7. 65-7. 
80 (2H, m) , 7. 85-8. 00 (2H, m), 8. 38 (1H, s), 
8. 58 (1H, d, J =4. 0Hz) 
FAB-MS (m/e, (C 28 H 27 0 2 N 5 S 2 C 1 2 + H) + tlt) :600 

10 

mmm 2 1 

N- [1- (3, A-VZUU^yVM -4-hf^U^;H - (6 -p*? 1 ;!^ 
)Vn^± )\>-2 -sQV^TVV frtt) 7th75 tjg^B^ 
*3 L ;U7S>JfiB&P£fflV>T^JS0!ll 8 0XS2 
15 ^f&Ufco 

1 H — NMR (CDC 1 3 , fippra) : 1. 32-1. 56 (2H, m) , 1.; 
79-1. 92 (2H, m) , 2. 03-2. 20 (2H, m), 2. 50-2. 
68 (2H, m) , 3. 06 ( 3 H, d, J=4. 9Hz) , 3. 31 (2H, 
s), 3. 70-3. 88 (1 H, m) , 3. 95 (2H, s), 6. 10-6. 
20 25 (1H, m) . 7. 07 (1H, d, J = 8. 2Hz), 7. 19-7. 3 
9 (3H, m), 7. 79 (1H, dd, J = l. 7, 8. 5Hz), 7. 87 
(1H, d, J=8. 5Hz) , 8. 29 ( 1 H, d, J = l. 7Hz) 
FAB-MS (m/e, (C 23 H 24 0 2 N 4 S 2 C 1 2 + H) + <hbX) : 523 

25 nmm 2 2 

N- [1- (3, A-zsZuwOisfr) -4-fcT^U5?;U] - [6- ( 3 — tf 
3-757 ;*3MUt?U y>5ffl^T»j l 8 ©Ii 2 <hP^<E>;£i£T^jlft; 
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1 H — NMR (CDC 1 3 , <5ppm) : 1. 3 2- 1. 5 0 (2H, m) , 1. 
79-1. 91 (2H, m) , 2. 03-2. 2 0 (2H, m) . 2. 51-2. 
67 (2H, m) , 3. 31 (2H, s) , 3. 7 % 0 - 3 . 9 0 ( 1 H, m) , 
3. 95 (2H, s), 4. 71 (2H, d, J = 5. 5Hz), 6. 56 (1 
5 H, t, J = 5. 5Hz) , 7. 07 (1H, dd, J = l. 9, 8. 2Hz), 
7. 20-7. 41 (4H, m), 7. 74 (1H, d, 3 = 7. 9Hz), 7. 
83 (1H, dd, J = l. 6, 8. 5Hz) , 7. 88 ( 1 H, d, J = 8. 
5Hz), 8. 32 (1H, d, J = l. 6Hz), 8. 5 7 (1H, dd, J 
= 1. 4, 4. 7Hz) , 8. 64 ( 1 H, s) 
10 FAB-MS (m/e, ( C 2 8 H 2 7 O 2 N 5 S 2 C 1 2 + H) + <h IT) : 600 

-0mm 2 3 

N — [1- (3, 4-y^nn^>yJH - 4 - bf g U z?)V] - (G-tDVrt^ 
15 ^bT> ; E-^A^fflViT*M0y 1 8 OXS2 <h|W|^<^^"rf^S'fb^^-&- 

1 H — NMR (CDC 1 3 , fippm) : 1. 3 2- 1. 5 0 (2H, m) , 1. 
79-1. 91 (2H, m), 2. 02-2. 18 (2H, m), 2. 48-2. 
67 (2H, m) , 3. 30 (2H, s) , 3. 7 0- 3. 8 8 (1H, m) , 
20 3. 9 4 (2H, s) , 5. 5 0-6. 3 4 (2H, m) , 7. 06 ( 1 H, d, 
J = 8. 0Hz), 7. 19-7. 38 (3H, m), 7. 81-7. 90 (2 
H, m) , 8. 3 3 (1H, s) 

FAB-MS (m/e, (C 22 H 22 0 2 N 4 S 2 C 1 2 + H) + <hLT) : 509 

25 ±tmffiM£mm\zvT£XT<Dit£v>}&mz 0 

N- [ (1- (3 -7 3L-)V7u\i)V) -3-tf^U^;W) ttM - (2 

N- [ (1- (4-^nn^>vJU) - 3 - ki^U V)V) - (2-^> 

Vf7 1 /U^ft) 7th7=h\ 
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N- [ (1- (3-^PD^>yJW - zs)V) *?-)V\ - (2-^> 

N- [ (1- (4-y7/<>-») - - (2-^> 

5 N _ [ ( l - (4-^7DD-3-zhO^>y^) -3-fcWJ5?;W ^JW] - 
(2-^> , /f77 l J;i'ft) 7-fch7SH, 
N- [ (1- (3-->T/^>i^;W *^J1/| - (2-^> 

N- [1- (4-^DD^>y;W -4 - fcT^USW - (2-^>75 1 7V l J 
10 )Vtt) 7th7 5H, 

N- [l- (3-^nnw;P) - 4 - tf^'J >*;i/| - (2 -^>V^7 S /U 
;^^*) 7th75H 

##0!|1 

15 n— [ (i-^>s?;u-3-fc^U=?;u) - ( 6 b a- 2 -^>i/ 

f7'/'J^t) 7th7SF^ 

(6--hn-2 -^> 1 /f7y , J^ft) It&£ffil^T#£iS0iJ 1 <h|W]tllCD7j 

1 H — NMR (CDC 1 3 , <5ppm) :0. 8 2-1. 1 0 ( 1 H, m) , 1 . 
20 20-2. 15 ( 6 H. m) , 2. 56-2. 80 (2H, m) . 3. 10-3. 
50 (4H, m), 4. 01 (2H, s), 7. 00-7. 3 8. (6H, m) , 
7. 89 (1H, d, J = 9. OHz) , 8. 31 ( 1 H, d d , 5 = 2. 3, 
9. OHz) , 8. 69 (1H, d, 5=2. 3Hz) 
FAB-MS (m/e, (C 22 H 24 0 3 N 4 S 2 + H) + tlT) :457 

25 

###J2 

N- [ 2^£2k] ~ (2-^>7f7'/'JJ^t) Tizh75 

IIl.N-[(l-t + - (2 - 
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# 



XfS2. N- C (3-fcf^'J>W *?-)V\ - (2-^>yf7yjJW) 7 
5 iz b75 b* 

X*MlT-&/£L7c{b^#)7 4 Omglll 0 Xtm-**y— ;WStt2 0ml £ 

10 I#ilT#fc. 

1 H — NMR (CDC 1 3 , <5ppm) : 0. 94-1. 10 ( 1 H, m) , 1. 

20-1. 40 ( 1 H, m) , 1. 42-1. 75 (4H,m), 2. 18-2. 

30 (1H, m) , 2. 32-2. 45 (1H, m), 2. 82-3. 00 (2 

H, m) , 3. 15 (2H, t, J = 6. 4Hz), 3. 95 (2H, s), 7. 
15 34 (1H, t. 3 = 7. 9Hz), 7. 46 (1H, t, J = 7. 9Hz) , 

7. 45-7. 62 (1H, m) , 7. 78 (1H, d, 5 = 7. 9Hz), 7. 

8 5 ( 1H, d, J = 7. 9Hz) 

20 N — - (2-^>7f77UJl/ft) 7th7SHOM 

i - t -7h+^M-;p-4-75; i?>*m^T^M2 tmm 

'H-NMR (CDC 1 3> <5ppm) : 1. 18-1. 37 (2H, m) , 1. 
78-1. 9 4 ( 2 H, m) , 2. 55-2. 75 ( 2 H, m) , 2. 96-3. 
25 0 5 (2H, m) , 3. 75-3. 91 ( 1 H, m) , 3. 92 (2H, s) , 

7. 35 (1H, t, J = 7. 8Hz) , 7. 45 ( 1 H, t, J=7. 8Hz), 
7. 45-7. 68 (1H, m) , 7. 78 (1H, d, J = 7. 8Hz), 7. 
8 4 (1H, d, J = 7. 8Hz) 
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N- [1- (3, A-*s9uw<yVM - 4 - fcf ^ U 22k3 - (6-xhn- 

(6-^hP-2-^>^7yUJ^) gt&£ffl^T3t££#l7 £P?l*itf>;S 
5 ^T^^#I^^L^o 

1 H — NMR (CDC 1 3> dppm) : 1. 31-1. 50 (2H, m) , 1. 
80-1. 97 (2H, m) . 2. 02- 2. 20 (2H, m), 2. 55-2. 
75 (2H, m) , 3. 35 (2H, s) , 3. 71-3. 88 (1H, m) , 
3. 99 (2H, s) , 6. 95 ( 1 H, d, J = 8. 0Hz) , 7. 07 (1 
10 H, d, J = 8. 0Hz) , 7. 28-7. 45 (2H, m), 7. 91 (1H, 
d, J = 8. 0Hz) , 8. 33 (1H, d, J = 8. 0Hz) , 8. 71 (1 
H, s) 

###J5 

15 t-7^)V ( 6 - l h^y^M-JV- 2 -^>^7V 7tr- 
2 -^Dt- 6 -X h + y*MzM>7f7y-Jl/2 8 6mg. t 

j -)immm^ 2mmmmmmvtco fcjfcm&*\z&.^tc&. iiif;H4aiL, 

I^X^P;W= 7 / 1 ) KT*iig!U SIMl5 0mg?:#fc o 

1 H — NMR (CDC 1 3 , 6 ppm) : 1. 41 (3H, t, J = 7. 0Hz) , 
1. 48 (9H, s) , 4. 10 (2H, s) , 4. 40 (2H, q, J = 7. 
25 0Hz) , 7. 85 (1H, d, J = 8. 0Hz), 8. 11 (1H, d , J = 
8. 0Hz) , 8. 4 8 (1H, s) 

m m ± <o n m w m it 
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[l-a] 
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(3) R la ^75/S« ^ua^-ou*, {£Sfc7;u^;u7s y 

20 (S»t;u^;u7s ;t>)ift-)vm. ^o7U— ;wt;Mt;u7 5 y 
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